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[m*m 1 1 



2 ] 

[flt^K 4 ] 

»*H*#**H#1-S#S,«l^ «m*f^ffi-c*&WI*^i HEflo^WMaV/X** 

5 ] 

j&t^-g-M^ affiyp&ttif^ M^ttMKic, ^m^tem^#iip*#, w-f 

6 ] 

mmffi&w&&, mm.m&*&. mmmmnmm. mmm&mnnmwm, sh>*v 

[■1*317] 

[»** 8 ] 

[If 9 ] 



R*icl -4 07^3 + ^ ^fiR 1 WR 2 l±-ti:^oT-0-CH2 
-0-, -O-CH2 CH 2 -0-> L <fi-CH 2 CH 2 CH 2 - (-O-CH2 - 
-0-CH 2 CH2 - 0-> ^1<I±-CH 2 CH 2 CH 2 -fl>*&£\ t<OmMU 



4 fcfiT^-VVHS'ScU ife+fc-O-, -S-. -SO2 -> -NR 3 - (lit 



[flsil 




(I) 
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be*, ^fol, vt;i, l < 1 - 6 ©r^^^i, tfflU 
fc«frfr"**o ) , SM^L<tt^^R^^ci~6 0T;v^;v^^^ BMHL0453* 

Ef±> -C00R 3 , - SO3R 3 . — CONHR 3 N -SO2NHR 3 , rh7 7-;i/ 
-5--f;Hfe, 2, 4-tW7 < /-;V-3-^Vi, t7tti5-* 

*v-i, 2, 4-f7v'7y-;v-3-^vi(;:t\ r 3 }±Btrl5^*^|wiCT^^ 

f -S-, -SO2 -NR 3 - R 3 {iffffi^^lWlC-C^^o 

^t^itii^K ) £-o& t < MiWl^A,-ev>-c& =tv> 0 ^ar;^ i^ata** 

ftl-6 07;K;VS> L< ltfrmtk<DMmmil ~ 6cD7^n*>^ (1gifc0 7 

;vrr^^=Sr^^^ N 7;i-3^ v^tC^^^R»|WI±^^-L, Ific2~1207 

M(i, #^^^{i-S (O) m-£icU mte0~2 0^gfc-e&& 0 ; 

Bat- -hn^, y7;i, li t L < 1 - 6 »7;v^f ;vi, ttSUL 

< i 1 ~ 6 (7) 7 ;v 3 ^ y i (»7JV3 + yi^tfJi|^ 7;vn* 

v*K33tt£#tSi|W!±#^£-U R^2~l 2 W7J^l/>yt^yl^MLtv^ 

»7;^^yi(±, ^tt-rtLj K&vz>m%zifcmxiim-%tm 

K%a&-fZ>o ) > Sil 1 ^ L< ii^ttoM^l- 6<^)7 m%i>L<l±fr 
ii£#c<D#tiSlfc 1 ~ 6 <7)7;v^r;v^;v*-;^ i£ftg& l < Ji^iiStKoR*^: 1 ~ 6 07 v 
L< {±^^0^^ 1 -6<7)7v;V7 5 ltU<l4ittiD7- 
'J Fi> H;^n>^;v^ b'J^n^f^yi, y^-^m, **v&, COOR 3 ! 

(u^a r 3 immfcmKmcT'&Zo ) . o&jio^ny^iir^-eg^fr 

6 ©If, *> L < {i^-^co7;v^;v*, L < iiitt©Rf|c4 ~ 1 0 <d 

•>7^i, -C00R 4 R 4 \,tamw^t iz\t$mWi\ ~4©7JV^;H^^ 

i"o ) . it$£> MM. i>L<l±fri&tfL<D%im$kl~~6<DT)l'*l'>m, R^tSU ~ 6 ©IS 
ilflcfc L< \$frWik<DT)i'^*i/& (M®7;i'3^yi*ttSi^ 7;v=j*~>^c 

o ^©*^ »7;vn^yi(4, ^tt-raj K$5Vf&m%&Fkmxtem— Rm^m^- 

■f&o ) , fim%Ll ~6©ItlI^ L< (±^^©7^^^^^-^ ^fitiU ~ 6 ©Ell & 
L< li^iK^7;i/^;i'^;v*^;v^ #tf|$r 1 ~ 6 (om%i> L < {i^t>tco7;v4r;vx 
;i/7-T-;^ CTl~6©7y;vi, Mfc L < fi^l^ca JtSf ifc 1 ~ 6 (DTi^^T 
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xii. (-ch=) t^iiii^tito ] 
[if 1 o ] 




[S: (I I) + . AteJMS^. -CO-. -C00-. -COCO-. -CONH-. $ 
*rti-S0 2 -t?*i9> R 1 (ilM^tLXv^ti iv^t7;^;K fM^tLt 
v^Uv>ftft7;vt-;K ltS^tttv^U^i:il7;v^-;v> mmm^^LX 
v^Uv>'>^d7;^;k fM*tU^tUv>->^n7;H-;v, ^^fi^^S 
^tLt^tt <£V>7"; -;V"Cab *K A*»#j»^ -co-, -coco-. -CONH 
-ttzfc- SO 2 -X~h&Wi&, R 1 ItTtmx&^Xb X <. R 2 WR 3 L 
-CtK*. AO^y, iM^f Ltv>ti J:H5;»T/i'*>K L-Cv*T & iv> 

v>75 7. g^S^^rLTv^T'b J:v^;v/N^^r;i/ % Jfcttl^Stf LT^t & J; v*t 
>J-;v-e&*K BliJp.*^. - S-. -0-. - S-S-. - SO-, ttzli- SO 2 - 
T7&«9. R 4 t±7fc*. tM*tLtv^Uv^|i7;V + ;K fim*^*L-CV^r & X 
v»7'J-;K 4 7t(±®m^^^LTV>T^ J:v^xn^-e*i9. $<btcB^#^. -S 
-. -0-. -SO-. ttzit-S0 2 --C&**§£\ iM?:tUv^U^7y;v 

[It*® 1 1 ] 

^-^ISWJ^Tffi^ (III) -C^$tt^>fb^-%-e*^li^l~8<75V^-rtL^l 
[lfc3] 




K (III) I 3 . R° {±-7x-;v*T'^>i9. ^om±^{iTfBH^«$tL^,&A^^^ 
jj^o ) o R 1 (4 (i) TV-;V. (i i) n 7 V ttzit (i i i) Cl~6 
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;ix*:«&»* l^ttzli*K&±#i-2>Zttf$,2> ; ifcttR 1 tttfTSB ( i ) ~ ( i i i 
) 03fe±fc, OR a . COOR\ CONR b R c , NR b R c , N R b C H On NR b 
COR a , S0 2 0R a , S0 2 R\ CONR b SO2 R a > TSlTTP (O) (OR a ) 
2 J: !> &S&Bjft»fcS^3*L* 1 oSfctt-tJt^o*****"*-**^**** (£<£>* 
T% R a ~R° tt&ftfc**, MTJV^K i/:filM7;v^r^; ifcliRa-R 
c ti^i&KT'J (Ci~7) t;v*;k atdT'J-^ (Ci~7) t;i^;k 7'J 

J/«tt7;H;HilMi: U^n^>, - hn, SU^m 
S*f>atfftiSf ifettS* 1 4v»L3«ttS» ) J^^vMiR 1 14, 1513 (i) ~ 
(i i i) 03fc±KTSBK5£l|3*L.&S[MK3feG** L"C-oJ^{4^-tLj^±^T^ 

5 Sfcli6j*3*:frfcfc*1**3|*«:3FU tHi^tLTU^o ) o R 2 fi (C 1 ~ 8 

) t^^;k 7'J-;v (ci~7) t;v*;k Afnr'J-* (ci~7) 7;v*;K r 
; t/itiR 2 }4Hffien^a$tL/c^BiL<i4*B^gm»tL-C^i-^ (CI 

~8) t^*)v \tb&^tm^~fcm%titzm^G*mM&t\.x^-tz> (ci~8) 

T)V*)V*miro R 3 i47fcSt ; $/cliR 3 i4 ( i ) D (C H 2 ) 0 - 3 ■ CO, ( i i ) 
D • CO • E • CO. &&v*{± (i i i) D • SO2 • E • COt|>^7y;H, ; ttz 
f4R 3 fiD (CH 2 ) o~3 • SO2 &&VM4D • CO • E • SO2 

(i^-e^DtiTfc*. Ci~6<^it$I, ^ii!til*^v^4m^<^T;vdr;v^ 7V-;vi, 

^yfii7;H^7?y, R b R c N > R b R c N • O, R a 0> R a . R a OCO, R 

b r c nco> R a S02 NR b , R a s, xummfcfcmz ittzmvt&G zm-t-o ztz 

*E{±RfftiScl ^V^L6<7)2ffiC0^**^i- o ) ; ttzttR 3 J4^R b R c NCOt^ 
?W^l^7i; £*:f4R 3 (i. R b R c N • C S *L& <y UT ; £ *:}4R 3 (4 

R a x-$>2>o xrvyh^ ^tirtim&Kmmm^tfzitjfcmm^zmL, R a ~r c -c 

mm^mz-KR* , R b -es&$*rc«>4v> 0 ] 
mtas. 1 2 ] 

Kb 4] 




C:**. Riiymmir, 7;V*;K -CHO, 5£fK Rii^mm^s 7*;V*;K -CHO 
, -CONH2-COR 1 . -COOR 1 , -CONHOR 1 , -CONHR 1 , -CO 
NR 1 R 1 ' , -CONHSO2 R 1 . -COSR 1 , -COCOR 2 > -COCOOR 
2 , -CONHCOOR 2 , -COCONR 3 R 4 , -CSXR 1 , -SO2WR 1 , - 
SO2 NR 1 R 1 ' . t?zte-S0 2 E (±153*4'. R 1 . R 1 ' {4. |W]- i: £i4H& ^ 
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, 7'J-;K 7'J-*7;^iK AfD7 , )-K Atn7'J-;V7i^JK ^nf^f 
£ £li^rn^ ^VT^^fc/KU R 2 , R 3 > R 4 Ji. |WJ — £ fcliUfcor 
^xi>£<, *ti?tus&$LLX* 7KStfi^\ 7^*^ 4 tz\±T V -;vt;v^;v*^ L> 4 
/:-NR 3 R 4 l±— jttw&or^T-n^-f ^;l/*gLTi i < „ Xli^jfif^, -NH-, 
-0-> *fct±-S-*^U Wiii|M§£\ -NH-, -NHC0-, -NHC00-> 
Sfcli-NHCONH-^U Eti*Bfe3fe4fettT5 y*^"to ) &/*U R 5 , R 6 

, r 7 ro— fjtiii^owti «t <> -etL-rtL^jLL-c. TK^m^i intr*** 

*7fi-?fr. $tzi±R s , R 6 . R 7 *, 1 ofiT'J -;K 7'J-^7;V*JK TU-^ 
T;V-jr-;l/, AfD7'J-JK n7V-;V7^^, S/;li^f n7'J-*7H- 

r&£^£-{iR 6 W^-^-f, Yti^nr^^K 7'J-^ IfeliAf n7'j — 
ZliA (i) S (i i) SfclisS; (i i i) 

Mb 5] 



0) 



(ii) 



(Hi) 



l5*;*> r 8 , r 9 ii, H-afctt*fco-cv»-c*> i < , -e-tL-rtt^LT. 7jtfsm^\ 

T^*)^^ 7'J-*-, 7'J-^7W Af07'J-K Afn7'J-;V7;i'^;K ^ 
ny>. F'j7;vto^fJK ->7 7, - fn, — N R 1 0 R 1 0 » , -NHSO2 R 1 
0 , -OR 1 °. -COOR 1 °. -CONHSO2 R 1 °. t/cli-CONR 1 0 R 1 

0, (R i 0^ R i 0, {±% ri— tfcji** or v^rt <fc < , -e-tL^Piia^Lr, 7jc§gjj§( 
^ t;v3t;k ^^7^, ->?n7^*^7A'^ 7U-;k 79-^7^^^ 
„ Afn7'J-;K AfD7'J-;i'7;^;K t^lib'J7;vtn^f;v^U £;fc- 
N R 1 0 R 1 0 ' ti— iCiotAfof'f *;v£^cLr iv^ 0 ) £t*U AJi-0- 
, -S-> JfclJ-NR 1 2 - (R 1 2 {iTK^MT-, T;v^;v> '7^n7^JK 4 fcti 
UT)V^)VT^^)^^:m^) £tfU a> b, d li^r^^M^-r^ & jfts i 
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fry 7'J-;K 7'J-^7A-*;i/, T 'J ~)VTfr^r=- fry o7'J-iK ^rDT'J- 
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[0 0 0 1] 
[0 0 0 2] 

ssa.j±m, the, wnmm. ^mm, x»±jwK&^***aifcwi-4o 

[WS&#] 
[0 0 0 3] 

[0 0 0 4] 
[0 0 0 5] 

tenrtt*t«F^Es* > - r > 5?* x y v ^o^sa h^-c* & 1 1 a> «b , hskijeo 
1 i<d im (ATi) 5£##»«aflH\ 7>^f>v>i KDftmzmm-tzztKx 

[0 0 0 6] 

1) o 3fcfc;fc^a0cWfcfc*5V»-C\ ACEIfiT-*^.*^hyy;v (CA 
RPPPBEJ^tUfe) , 7 (HOPEttR) ^ATl§t#:»jt*l.nt;^ 

> (fffiiticfc 2 life H$teit) k j; zmmm<omm.&mnmftmit>m&w $ 

o L*L&tf*& 21tiatf^^*i: LftABCD (Appropriate Bio 
od Pressure Control in Diabetes Trial) W a 0fc 
WfcTtt. ACE|fi#aS (xt^/U^) i£tC artful! (-V;Vvtf» S£fc«>Jfc«fc 

[0 0 0 7] 
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tioo&& 0 3r^--lfl4, (mast cell) Itcf^t^^tt/n 

^v-€li^ACE|il^(?)7>v ! tf>v'>' I I fc>o Tv»4 i t Kin*., 

h7>^7*-^^^n-777^^— i? (TGF-/?) ©Mtt-fk, -fV^-tt'f* 

[0 0 0 8] 
[0 0 0 9] 

tK^^T, ACE^t#ACE»±rilo^7yytf>'»I I 

> 1 1 o i m&mm&m (ati $ *lt v> & „ t > v * x > -> > 

flciS/BS*u ACEia##jfcisi^jejL±o«i*3mie>e,*Loo*s 0 -eurc:^^^ 

JSSBi!lKi4ACEffiSRrJ^ACE^02o©7J'ytr>I I ^MtSii^f 
[0 0 10] 

^iitiiffAISfOifOQOL (Quality of Life) ^ifi, 
'^^ft#Oil&5Bt:^ig:T-?-OfeOi4ACEI5aWJi:|W|#-c*,oT > *rt£*tri£jft 
oi6*±at^ov*<iHr*fctt4oTv^v» (elitei itUk^ ##^5:^3 ; v a l 

— H e F TtSil, *#K\fcfilU) 0 ifc, ^77 fvy^WTO^, <MRl* 

f^»5, 6) o 
[0011] 

[0 0 12] 

4. 7>v^-x>v>I KD^mfctZii^K, A T 1 SSffc A T 2 SS#A**P?»*L, 

^t-rtt^^o^tiiSr^r-rs t%x.t>Kx\**& 0 at i$##oiiti^e>^^$tLoo 

&&<fT% A T 2 f ^^tiM©7 t f > y > I IS$#t7^'f ^OIMSICB 

* ^ - 4f |fi#£lJ <7) Jji £ ft #T~ £ * t (O X {4 * V> „ 

[0 0 13] 

[!&WtXM 1 ] #^BS 5 6 - 1 7 0 7 3 -^<Zr^ 

[##£18*2] RfflttftftO 2 5 3 3 1 

[#^^3] RW«ff»0 2 9 1 9 6 9#n«« 

[«F« S *1R4] B^H^HkO 3 2 4 3 7 7^«B# 

[#^^5] %?mW6 3 - 2 3 8 6 8 -f-^lft 
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mftlCMG ] Efc:)t|#fr^ 0 3 2 3 8 4 1 -S^lffl* 
mffXffi: 7 ] 1 - 2 8 7 0 7 1 -^<2rf£ 

[#^^8 ] #M¥4 - 3 6 4 1 7 1 ^-<2r# 

[^111] H*-?**? *7 7>v*:r>v> l/«b^- 7>*=r- 

t>yf^t?f^ 'TV 7;u* h 7xF 
T>'yy" yyy 7 > K ut^tJi' (Effects 
of angiotensin receptor antagonist and a 
ngiotensin converting enzyme inhibitor o 
n insulin sensitivity in fructose-fed hyp 
ertensive rats and essential hypertensiv 
es)j7^';#> itv-i-frty M7<-fVy3> (American J 
ournal of Hypertension), (7^V*) 1995# 8 ft, 
4;*- h p. 3 5 3 

WWV?-%M2\ [*Wt;U^a7- ^-Iff-fx* 7>K t-^'Jf 
^ W > -if n-9-;v^> 'f 3 > 7*- > K *M > h V ^ 

V3> > ^ /^--r > V 3 > ^^T'-f (9^7) !7 7>^V^fXK h 
7-T7JV 7^>7>f 7r;n-;v (Cardiovascular morb 
idity and mortality in the Losartan Inter 
vention For Endpoint reduction in hypert 
ension study (LIFE) : a randomised trial a 
gainst atenolol) J y \ (Lancet), (7* 'J #) 2 

0 0 2^ 3 5 9ft, 93 11^, p. 995 

ri7x^f *7 3>^7-K 7-fX 7J7>h 

/\- h 7x/f? - : 5>^^xf h7>f7;v - -if u*)-)v?y /\- h 

V-sH/VU J^tV i'J-h y- (Effect of losa 
rtan compared with captopril on mortal it 
y in patients with symptomatic heart fail 
ure:randomised trial-the Losartan Heart F 
ailure Survival Study ELITE II)J Y (L 

a n c e t ) , (7> U *) 2 0 0 0^ 3 5 5t, 92 1 5f> p. 1582 
[*#W\S:iflU] T7 7>/-v^XK h7^f7;i/ *X if 7>^7^y> 

- V^-??— -fxiyj]— y <{ y tu — vz -73.4=7 

— (A randomized trial of the angiotensin-r 
eceptor blocker valsartan in chronic hea 
rt failure) J — a. — -< yp^y K S> * — "^/l* * X 7*^ ~> > ( 
New England Journal of Medicine), (W 3rV 7. 
) 2 0 0 1^ 345ft, 2 3^ p. 1667 

[*#H\fcflt 5 ] r7>v^-^>v> 7- *>fX 7- Hr7 p ^- -fX .x. 
y ;i/ •7*— V7 h /<>fij^i7- ^'f^-fD7'f- 7>K 

*^f^7^ 7?-f7n-y^ <i y ?u — y? ryJtTy'yy y- 

4 yr'zL — A K >W A-f>y 3> (Angiotensin II type 2 
receptor is essential for left ventricul 
ar hypertrophy and cardiac fibrosis in ch 
ronic angiotensin II-induced hypertensio 
n) J t-^raV— >a> (Circulation), (7^ U #) 2 0 0 1^ 

1 0 4 ft, 3-t, p . 2 4 7 

[^#W»6] [r^r* x7x^7 *x ryv^v-y-yy y- 947 

7- V-feX*- *y *;Vf^/U + a7- M^-bn7-f- (D u a 
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1 effects of angiotensin II type2recepto 
r on cardiovascular hypertrophy)] Y \s>X 4 
y j3)VT<i * a. 9- 2 "7*4 i/> (Trends inCardiovas 
cular Medicine), (7>'J*) 2 0 0 1# 11*, 8f, p. 3 

2 4 

[0 0 14] 

<?> ii ^> o 

mm z&m-r %> tz $> v>^m 

[0 0 1 51 
[00 16] 

tart* a > m.mm * mwmfr t-tz mmmm^m^-t^ m&o^m 

[0 0 171 

[0 0 18] 

[^5§o^l 
[0 0 19] 

mmmsiwmm, ms^ mm, MM&m., vm, immm* wmm, 

[0 0 2 01 
[0 0 2 1] 

& &e <z>^ Miv/x tt fernm $>&^ immmm-B^cmM t%z 0 * v - & im^h 

CEt *^-*- 0 *Ofc*>*-^— t±A C E S*®^»iftil*^r 

*sy I I KJt^&3 0-5 Ofe^lSimx&ZZttimbtl, ifTV^fVJ'V I I * 
+#fcT»f*ACEB&*W*&-§-LTfc, fi^7>yif>'»I I *«Httl"C§ 

miE# 2004-3066759 
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*o i©± ^ »=*3iEKw-*-aACE8a#iii(oa*»*3&* % a 

v^{±, ^-t — 4f i4^AC E$§8&fc«fc & T "s V -T > *s > I II4Mf^i:i< 
[0 0 2 2] 

^<7>##K TGF-/505i«HK3i<SiS:«ijWi-4tt»cJ: i) % i&lifillt* fctffcMil^ 
[0 0 2 3 ] 

e iawsijo^m^jnx.> ace ia»*|j|ia-c»4»ifc-e i^o fciJ-fctiAt^H-s-i- *s£ 

tf/X f4r6»J £ & v> i± iffltfiB At 3c#^J tU«m^o 

[0 0 2 4] 

10 1/5 3 2 9 1 >7^7l>, HG&&iStfl 0 1/5 3 2 7 2 7l/yf, gBH 

&H^0 0/0 3 9 9 7f/r/7l^7 hT»B3S$*LfcTia^ (I) T-^Sti-S^X-* 5 

[0 0 2 5] 




*^at, Mi~4©7;i/3^r->i, S^teR 1 ^r 2 i±-Ii:iot-0-CH2 
-0-, -O-CH2 C H 2 -0- N R<tt-CH 2 C H 2 C H 2 - (-O-CH2 - 
0-> -O-CH2 C H 2 -0-, &L<f±-CH 2 C H 2 C H 2 -OM, -eo^SfJK 

tfcl^T^-^MiU jfc*fc-0-^ -S-, -SO2 -NR 3 - 

„ R 3 14*^®^ fcteESH L< »ifl-tttt«Djft*«fel -e^TJ^^i^t. ) £- 

S^TJ^^viii, **LWAfc;fe»tSA&S&&Xf4H— 
tt#W>£tSH8ci -6(07;^;^^*;;^ jtijlfc L< {455-ii£tK<^R|f i& 1 ~6W7v 
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Ef±, -COOR 3 > -SO3R 3 , — C ONHR 3 N -SO2NHR 3 , f^'/^ 
-5-^f^*> 5-**V-l, 2, 4-t^t^7 > /-;V-3-^Vi, i££f±5-* 

*v-i. 2, 4-f7->*77-jv-3-f;n (c^t, r 3 temzfcm^m^&z 

*K-0-> -S-, -SO2 -NR 3 - Cit\ R 3 (iHfrlfi^t-|WIC.T^^ 0 

titter o ) 4-— t < ^i^M^•^•T?v>T^> iv^ 0 /^^r^i^^k 

^n^v^^^i-^^r^ 7/1/ 3 * i/^zls lt£R*|W|±75**§£- U #tHifc 2 ~ 1 2 CD 7 

M(i> Jg.#t^££{±-S (O) m-SrJtU m{iO~2 0^t?^^, 0 ; 

U try ^>mttlSfe<o Afn 7 'J - t. ? S ^ny>is^p, 7K 

< fi^-lK^O^^cl ~6 07;V3Jf>I (»7;^^yi*tf^M, 7;vn^ 
^*fc:fc»t*jfc*R|±* , *ir'fc'U R*^C2~1 2 07/l'*l'>v;*-*v^£5£j&LTV>T 
fcivv, »7;vndrvSii, Zti?ti J fc:fe*ta*fc£RaiXt±|W|— #tff 

o ) . H:«'bL<tt^lKttO^*«[l~6 0T^^^*afe. HMftfcL<ttfl- 

S^fc L< tt&WLfcnBtlltlkl ~6 0Tv;l/T5 fIiL<(iiit(07- 
U h'J^n^f;^ h'jAn^h^^ 7x^JH, t^Vi, COOR 3 ! 

(--^ r 3 tt*triBjtaitwiBic-cab*o ) > itzi*—3&±<D^v<r>m=F"?mw!:2ti 

6 ©sat^ atyu t l < i±flttto7/i'*^ sm*> L < fiitm^OM*ifc4 - 1 0 <D 

•>7^i, -COOR 4 (iC-e, R 4 Itfcmm^t tz&Rmmi ~4©7;H;^g 
"to ) , tit. SMJU L < l±Mt«Rit 1 ~ 6 ©7 JV^r 1/ £fc*Scl~60ilC 

^»t*^*ra±3&**I^U, &5RSfc2~l 2<P7;V*V>y*^>3££5£j£LTV>T*><fcV* 

1r&o ) > Kit 1 ~ 60Sii L < iiMt©7;v^;vf ti, Rlt^ 1 ~ 6 oHigfc 
L<li*fttt07)i/*^W-^ mmWi 1 ~ 6 <7)E4I & L < {i^-ilfe^coT;v^r;v^ 
;V7-f-;H, ^l~6«7y^i, Ei i L < li^t^Mft 1 ~ 6 07 y ;i/ 7 

±^Nn^>i^^p-cgj^§tLTv»Tfe iv»7x; ^r^-cab^o £*i<b<DSgiS{i> 7/v 

Xti. (-CH=) *fe»±tt*JH^«r*-ro ] 

[0 0 2 6] 

R 1 WR 2 tt, H-t^otiffii^otwcfe J: < % Ztt^tmtLK, imutt. 
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JS1-407^3*J/*, SfcliR 1 WR 2 li-I(:^ot-0-CH2 -0-, -O 
-CH2CH2-O-, U<(i-CH 2 CH 2 CH2 -Srtfei-o *<&£t*IK 
fiii^i t < til&fBtf) Jtf!if& 1 ~4<AT;v*;v|£-efi&$*i-cv>-cfc «k^ 0 
[0 0 2 7] 

(n-, i-)yntf;v^ (n-, i s t -) rf^****?* * 

, JMfc»fcf±> h*->3fe, < xh*->3|, (n-. i -) 7 nt£;v (n-, i- 

, S-, t -) T-f-^^-^rv^^^lf^it^T^^o 
[0 0 2 8] 

7^i^ Tlcm*, KlSl~4^)7)^;^ 3LI±£UJf&l -4^7;V3^yMf(^ 

i~4^r;v#;v|fe, Xttjft*»i ~4 W7^3^^jfi t < „ 7jc*JKi\ 
[0 0 2 9] 

K^r^^rw^jfefc Lrii, ^v^, ( n -, i -) -fu^vym, 

2, 2-^Wnei/>jfe, ( n -, i-, t-) l, 
<ttif-l>>ak n-ynifp>^ 2, 2-y^f^7 , nev>3t, Xli (n-, t - 

iWMIti ~7<z>ii:£H l< t4^^r;V'7--v>'Si: uti4, y 

^W>^*7^(4T;V>7--V>gg(4, jifK-O-, -S-, -SO2 — N R 3 - (£ 
£-c% R 3 Ji^is^f fettUcfilt L< Ji^tt^ftjfjk 1 ~6 ©7;K;vitSto ) 

t^^tli^Wo JWfrttfctt, ^u>&, n-ynifl/>S, x& (n-, t -) 

u>afeora^ifci^3fe56*ibtft,tLS 0 $<bfcjMfciftic{4-cH2 och 2 -> -ch 2 

OCH2 CH 2 -CH2 S C H 2 -CH2 SCH 2 C H 2 -> -CH2 SO2 C 
H2 -> -CH 2 SO2 C H 2 CH 2 -CH 2 NR 4 CH 2 3Ui-CH 2 N R 4 
C H 2 CH 2 -^Wbtt^o L< li-CH 2 OCH2 -> -CH 2 S C H 2 
X&-CH2 SO2 C H 2 -#WfhtL&o 
[0 0 3 0] 

W7^^l/V13Hi7^-V>*^fe*,^fMtt, ^ny>gf, 

'>7;i, L< {i^lK^^^Cl -6®7M^i, Itt£I#c*> L< 14 

*ftJK©K*» 1 - 6 ©7/1/ a * ->* (»7;^+»>i^ttsi^ 7;^^f->i 
fciJ»tS£t3fra±;$**gr#U &3&afe2~l 2©7;v^l/vyt^'>^MLtv>TiJ; 
v^ 0 £oft^, 61<?)7;^Jf'>Iii, **^*LAK£tt*&*S^£Xt4ig— ^sgKijg 
•£-t& 0 ) . H«4L<ttfl-fttt©^3|{J!fel-6 07Wf-t*, fill & L < 
oft*»i-6 07/i'^^-^i, L< 1 ~6otv;v|6 

v>7x;jfvit^4 0 d*^<am&*{4, r;v^w>^t^j4T;i/-7-- \sy&<D&i£<D 

&wx-~^i>L<im&m j tti j ?tiW3LizmmLx^xisSL^ 0 

[0 0 3 1] 
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AOfM^ny^ t Ltli7 7ilf, JMfcHCiP, Xtia^^m?- 

[0 0 3 2] 

x.?-;v^ (n-, i -) ynk 0 ;^ X(i (n-, i -, s -, t -) 7?- 
[0 0 3 3] 

li^h+yi, xb^py^ ( n -, i -) ?u tf fr** X« ( n -, i -, s- 
, t-) *vafe*fcWtf<b*u $ff LOi^ h^v^Xfix.^v^^f&i 

[0 0 3 4] 

(n-, i -) fu\£)^Hr^ Xfi (n-, i s 
-, t-) zrj-fr^j-m^tfmf bti, L< kt^^)^^^mL\t^)V^^m^mf 

[0 0 3 5] 

^fi*lH{±^-f-;i/^;v^^;v^ jc-f-;i/7.;v*^;v^ ( n -, i -) 7u tf;v^.;v*^;i/ 
Zfi (n-, i s-, t -) rf-)^X)V^=.)um^^mfhfi, »iL<(±>f 

/I, * =. jv m £ ^ If & £ t # -C £ o 
[0 0 3 6] 

AO L< li»^iti~6©7y;Hfc Ltli, T-fe^;v^ x. 

)\>tf=-)vm, (n-, i -) /nt';v*;v**^;H, ( n -, i -, s -, t -) 

[0 0 3 7] 

Ii7^f^7 5/I, xf;i/^;v^-;V7 5/^ ( n _, i -) -/n t?;V # ;i^^;i/T 
X»i (n-, i -, s-, t -) *;wf-;V7 5 S ^mtmif b ft, &Z L < f4 
7-bf;V7 5/^Zi±xf;i/*;v^;VT5 d t# s T'£ & 0 £e>K$f£ L< 

t4 T -b T 5 7 & £ t £ £ „ 

[0 0 3 8] 

[0 0 3 9] 

At LT$?£ L< f4, «&fcL<tt&tt»tf>&*&l~7©i:«U 8|«t, & 
L<ttMt©7;^uvl j^ic-o-x -S-, -S0 2 -nr 3 - (iit 

> R 3 *±KTfB3eftK:RID"C*)*o ) o tL< {4^$t'fli|-g-Ay-trV'>-c & 4 v*#* % ^tL^O 

CH2 -> -CH 2 CHa CH 2 -CH 2 C (=0) CH 2 -CH 2 OCH2 - 

> -CH 2 SCH2 -CH 2 S (=0) CH 2 -> -CH 2 CF 2 CH 2 -> -CH 
2 SO2 CH2-, -CH 2 CH2 CH2 CH2 -CH 2 C (CHa ) 2 CH2 
-CH 2 S0 2 CH 2 CH 2 -> -CH 2 C (=0) CH 2 CH 2 -CH 2 C (=0 
) (CH 3 ) 2 CH 2 X!±-CH 2 C (=0) C (=0) CH 2 -*£j)*mfbftZ>o 
«f9 0SL<(4-CH 2 CH 2 -CH 2 CH 2 C H 2 -> -CH2 C (=0) CH 2 
-> -CH 2 OCH2 -> -CH2 S C H 2 -CH2 S (=0) CH 2 -> -CH2 
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CF 2 C H 2 -CH 2 S0 2 CH 2 Xli-CH 2 C (CH 3 ) 2 CH 2 —&mf 
bti&o ZbK&tLili-CHz C H 2 -CH 2 C H 2 C H 2 -> Xli-CH 2 C 
(C H 3 ) 2 C H 2 -»a^tiJ 0 L< (i-CH 2 C H 2 C H 2 -£ 

[0 0 4 0] 

E(i, -COOR 3 > -SOs R 3 , — CONHR 3 > -SO2NHR 3 , rhy'/- 
;i/-5-^;Hfe^ 5-**V-l, 2, 4 + 3 -4 ttzi±5- 

* * V - 1 , 2, 4-fTv7y-JV-3-^^Wt Cit, R 3 (i7X«M^^7t 

[0 0 4 1] 

ri>^£R 3 tUl±, 7jtSsJK3\ ( n -, i -) yne;^ X 

{± (n-, i-, s -, t -) y^-)v^m^m^f bii&o $f t L< (i, *lt®iK 

[0 0 4 2] 

EiltffiKli, -COOR 3 ,-S0 3 R 3 > Xfix h 7 V-;v- 5 

->f^s**^f <bti&o t < ii-cooR 3 a o HWi 

L < fi- C O 0 H £W & £ 1 3&»T § ^ o 
[0 0 4 3] 

ife+£-0^ -S-. -SO2 -> lli-NR 3 ojb*v>tt«M^T4 iv^ 

]M& L< HfrmtiWfikmWil ~6©7^jv^ EfiMfcfc L < li^Mf 1 1 ~ 6 

-£-U #t*^:2~i 2 ©7;^v>vt+->i«LTv>-cU^ 0 ttSfe© 
7JV3^vili, -e-tL-efrGfc^t&^&a^Xtelig— Jft*tc»-fi"t-* 0 ) > h'J^n 
h'J^n> b^vS, 7i-^^lit*Vi^4o AfrWKMU «ltf 
-CH2 -CH 2 C H 2 -> -CH 2 CO-, -CH 2 CH 2 -CH2 CON 

H-> -CO-. - SO2-. -CH 2 SO2-, -CH2 Xfi-CH 2 CH 2 S 

-WWbtU ffiLv>ioiUli-CH2 -CH2 C H 2 -CH 2 CO- 
„ 3Ui-CH 2 C H 2 0-*flfSit^lSo S?>i:jfiL<lt-CH2 -Xli-C 
H 2 CH 2 -SrW^Cfc^i, #^-CH 2 * Lv\, fcrt!U iiKWfc*. 

[0 0 4 4] 

MfiJMt^fctt-S (O) m -£^U mti0~2<7)gtfefc^-fo JEP* L< Wt-S- 

[0 0 4 5] 

J 1 ifctt J 2 T3E3*L3 0 

j 1 *««»l< t±«ft*jfco (sssm^ sawsc^ xmasstiR^ib***^^* 

[0 0 4 6] 

j 1 oms^co mmm^, iin?, &twm^k&&#^^tm*:-o£Ui 
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^>yf7y*7y'J;H, r/F'J;H, ^>7f 7/'J)H, /<>yfx;;^ 
[0 0 4 7] 

at n 7 'J - 4 vMir 'J - ;vi*H ^ ^ fMit ^ny>m^ frm 
->3fetc^»t*ife*ra±*«fe^LH R*ifc2~l 2W7^V>yt*yMMLTV^ 

^^tt-fri-^o ) > edi*> l< \±frm&i<D$km$Li - 6 07HW*, ]tai^L<}± 

[0 0 4 8] 

j 1 <ow&&x$>2>^ur>m=?t lxh ?v mm.*, **ik^f, jmmk^ xfia* 

[0 0 4 9] 

»K (n-, i-) T'nkf^ Xli (n-, i -, s -, t- 

[0 0 5 0] 

#Wfct4* b^yl, xf^yi, (n-, i-) 7nt>t^yi, (n-, i -, s 
[0 0 5 1] 

ttftfctt;*?^?-*^ ^f-^f-^-*, (n-, i -) 7*ntf;Vft*, 5Lli (n-, i 
-, s-, t -) -7*fr**&*im\f hit. 9ft L< it* f^ftSXfixf;i/ftH 

[0 0 5 2] 

, i -) ^nfj^j^-;^, x« (n-, i -, s t -) 
[0 0 5 3] 

if-zufc/n^/i^ ( n -, i -) 7n tf;v*;v^;vft % XJi ( n -, i s 
-, t -) 04 L< tiT-t^^Xti^f-Ji/*^^-;^* 

[0 0 5 4] 
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J 1 OlMT^SH'i) L < liMMit 1 ~ 6 ©7v;v7 ? ^It Ltii, * 
#»|:ii7-fcf A'T^yi, xfju*^#r:^7 5y$, ( n -, i -) 7n tf;v* 
-;V7^S> Hi (n-, i -, s-, t -) % frtf-frT 5. J&$H t mfbtL, U*. 

[0 0 5 5] 

J 1 <7>WM&i:h2> y V^u**)vmt Ltd, Ateiftfcti h y 7A-to^f^ h 
[0 0 5 6] 

J 2 ttfi&fc L<i±fctt*o&*3fci-6<oE«u JMfctfctt^MfcRoT****, & 

^(±^^T;vdf;v^fc U-C(±, ^f-;v^, (n-, i -) y 

ntf;vg, ( n -, i -, s-, t -) T^V^ vy* n^^;i^ Xfivy" tf^3^> 

[0 0 5 7] 

J 2 (DWM&t Lt(i, ^ny>g^, Tfcm^ xfni, v7;i, -C00R 4 ( 

r 4 ti, *mwi i Fttzi l $8zmm.i -4(DT^^^^m^-o ) ^ eijl mtkt l < izfrm 

^ltl~6«7;KV>S, tit 1 ~ 6 <7)i ^ L < 7 ^ 3 ->S 

, wtij 2 t-*3tt^^^^M«x{±iwi-^^ft^-r^, 0 ) , R*i$ci~6oaiit 

Wlii~6<7)7y^ ifiiifc t < itfri&VtoRmmi ~6 07->;v7^ h 

y W-^WM £ ft -c v > r ± v> ? jc y 3r v ^ £ it -r 0 c\fhh(D 11^ fi r ;v * i *± 
7V-;vl©ftt©M-e-oR<at|jciftL^tiMt:ffllLtv^UK £*l 
fcofclfclfettS&fc^n-jr'j'Ji^ TKmS, ^hni, ^7^1, 7V^$, h'J^n^ 
^;v^ 7xa;H, t^Vi, J ad ^ y^-ett? tit v^T U 7 x y ^ y 

[0 0 5 8] 

J 2 tUSfJKtt, tll^L<(iitt^*S:4~i 0<o7'J-;H 
tf^tffetLfco JWfttoKli&S* (XII) > (XIII) 
[0 0 5 9] 
UK 2] 




[iit, x 2 , x 3 „ rxjpx 4 its ra-T*oTfcffl*$:oTv>T:*> i <, *tL*tum 
fdr^l, COOR 4 (vL£T% R 4 ^ti^ftifc 1 -4 07M;Vi 
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mi ~ 3 <Dm&t> L < {i^lK^OM^l ~ 3 <DT )V* )VA )V7 J -fr&Zm-to X 2 , 
[0 0 6 0] 

J 2 ^iMt^J^ny^atli, 7?5&JDK^ HHM^, Xtta 

7;v*cm KyWfL^o J£3£ifc 1 ~3 <D%m.i> L< (iMt(07;K;v 

gtLTii, JL'fcftHcfi;*^;^ Xti (n-, i -) -fu \d)V^mf b ft 

h*V^, jl^v^ ( n _ > i _) y n e;i / t^y^f^tft ) t L ^ 0 feM^O 

, Xii (n-, i -) yntf^^^-^^tf bti&o ift^Ml 

Xf± (n-, i -) -/n *l& 0 
4SS&?>JitStifc l ~ 3 <o%m 4 t < liM^7;v^;v^;v7-f LTJi, 
Cli^f^^7-f ^;v*;i/-7-f Xti (n-, i -) :/n 

[0 0 6 1 ] 

ittibj 2 oiMiiHC, Any>s^ -foi, yr;s, Tv;v^ 

^7xy4ryi-eii?^v>tUv> 0 
[0 0 6 2] 

^ (XII) , (XIII) «D X 2 , X 3 , R VX 4 Oitfficov^li, 
StLfcvva*, i W$ L< (XII) H^v^TI±, (2{£, 3{£) ©«L*<fr:b*, 4 
L<(± (2&, 5f4) Ol^^bt-e^Sc 5£ (XIII) KJ3V>TI4 S (4ft, 7ft, 
8 ft) , (4ft, 6 ft, 8 ft) , fcLOi (6ft, 7 ft, 8 ft) Wt*^ Wjf i L</> 

o 

[0 0 6 3] 

fc^Tfc. J 2 LTflFt L< ii, 2-^f)l'7x^ 2-x^7i-^I, 3 
-h'j7Wn^f;V7xz;H, 2-xK->7x;^ 3-^ h*v7x-^i, 
2-^DD7x-)H, 2-h'j7JVtn7x;;vl, 2, 3 -^fvymv7x- 
2-^f;v-3-^^y7i-;H, 2 - h'j7;vtn>f ;v-3-^ f^y7 
2-^f;i^-3-h'J7;vtn>f^y7x^;H, 2, 3-^f;V7ix 
2, 3-7^nn7xz;H > 2, 3-^hty7x^3t, 2, 5-v^h* 
*>7x-;H, 2, 5-^f;V7x-;H > 2, 5-V^nn7x-^ 2, 5-~>* 
f'J7^tn>f^7xa;vi, 2-^--7^;i/^ a-***- 

yrf-fr^ 7 -**)V-l-i-y-j-n>& y 6, 8-yVf;i/-i-t7f;H, 3044, 
6, 8 - h l — ?-7^>i/|fe^*^»f4c t^tiSo 

[0 0 6 4] 

5£ (I) fcfctfSXIi, -CH = ifclii»^U jifJL<li-CH = *W5 
[0 0 6 5] 

fc^i teiBttStLfcfcojWS Lv> 0 i^ii L^i><ob LTii, 

t2, 6, 7. 9, 1 0, 2 0, 2 2, 2 4, 2 6, 2 7, 3 1 , 3 3, 4 3, 4 5, 5 
6, 60, 62, 92, 128, 164, 182, 187, 189, 201, 202, 2 
0 4, 2 0 6, 2 4 0, XI±2 4 2^l!l^So 
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[0 0 6 6] 

^1 *<DA J 1~ J 3 6l±*5*;T^S*t3&-e*a 0 J 1 ~J 3 6 co r- 

[0 0 6 7] 

5£<K E. G, M, nu X^XttfrtB36Sl^mc-e**3&*. iitli#CE*XOOH 
, G#CH», Mt&*S (m(±0) SfctiiMtrfr (*+-ei±-fc*|B) ^ X**-CH = T?ab 

[0 0 6 8] 

Hb3] 



M 



•E 
Al 



J7 




J13 



F 3 C 
J19 



CF 3 



J25 



32 




-N 



CI 
J14 
G 




J20 




326 



J3 



CI 



J9 



J15 



o 2 s' 



CI 



J21 



S 




CI 



J27 



15 

J4 

J10 




Me 



J16 



S 



CI 



J22 

s-r G 




J28 




CN 



J17 




J23 



J29 



MeO 

J18 




s 



324 




330 




331 




332 




333 




J34 




J35 




336 



[0 0 6 9] 
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# Rl 


R2 


A 


J 
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H 


H 
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J 2 5 
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S 
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H 


Al 
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3 1 


H 


H 


Al 


J 3 1 
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MeO 
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[£3] 





# R 1 
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A 


J 


M 


4 9 


Me O 


H 


A 1 


J 1 3 


s 
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J 1 4 


s 
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- 2 - 4 n> * 4 )v] &M&m& > fctsmm* k & if % smoto&am 

cf £ ttTio (Life Sci 2 0 0 2^ 71* 4 3 7K) KM * 

[0 10 9] 

**Efc:fe»t**^-*ffi«RlkLT, TIfi5ft (I I I) T?3E£*L*g|&&BB»9 8/ 
0 9 9 4 9^>7l/7 h tCT|i^$^-CV>S4r-7--lfga^J'g:^^Si i ^iSo 
[0 110] 
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Mb 5] 




[35 (III) R° ii7i-;u*T'*i9, -e-oaLhC{±TSBtwjfe«$*LS3gA*»5>a! 

tf-To ) o R 1 14 (i) 7'J-;K (i i) Afn7'J-;K Sfcti (i i i) C 1~6 

*Lfcftg|»£ 1 o$fctt*;hJBl±:£'*a£i:j&**4 ; t^tiR 1 ttflTiE (i) ~ (i i i 
) <7>^±KOR a , COOR\ C ON R b R c . NR b R c . NR b CHO, NR b C 
OR a > S0 2 OR a , S0 2 R a , CONR b SO2 R a , (0) (OR 1 ) 2 

. R a ~R C fi&ftfc**, iftjRT^^r^ifettlt^H&jRTA'^/l' ; f£liR a ~R C f± 

&CSLK.7 *) — (1-7 C) 7;v*;k atot'J-jI' (1-7C) t^jk tv-;v 
^^a$tu/c»A^P>S^$ttS 1 of/cte-f-tUU:, Ifi ^v^L3i®oam^^^i- 
iiSI^ I fciitS: 1 L 3 itt4 c ) l&^WiR 1 ttfTSB (i) ~ (i i i) <0 
(SU*3£G ; Htt«G fei±tt*«?-«r l ^v>L3 0$6H^tf 5 *fzi±6M 

rn.fr bttzi&mn&ZTFV, m&m*^Lxi>&^ 0 ) 0 r 2 a a -so t/i/*>k 

7iJ_;V (1~7C) T^/K ^n7'J -)l> (1~7C) 7fr*rfr^ 7V-/K ;t 
£JiR 2 {imie^5e*^tL^^B % L< i±^B£«m*t Lttf-S (1-8C) 7;W* 
;i/ ; *>«Sv^itffian^$tL7tm^G«rgm^fc LT^rf * (1~8C) T^*;^^ 
1"o R 3 }±tK^ ; SfcttR 3 tt ( i ) D (C H 2 ) 0-3 - CO. ( i i ) D • CO • E 
• CO. **Wi (i i i) D - SO2 • E ■ COt$)^7i';H, ; ££i;iR 3 tiD ( 
C H 2 ) 0-3 • S0 2 &&v>t±D • CO • E • S O2 X*&2>Xfr*-)V& (iiflD 
it^m, M^^v>litt07;v^r;H, 7'J-^i, Anyyfil 

7;l^;K ^D^yttT^a^-X T^y, fft7;i'3^'>7^, ^nyyft7;i/ 
^^75/, R b R c N> R b R c N • O, R a O> R a , R a OCO, R b R c NCO 
, R a SO2 NRb, R a S, Rxm&fc%MZtitimR&Gi:7Fl-o t?zmEtefitm$k 
li^L6^2MIMito ) ; ttzitR 3 (±^R b R c NCO-C^^tLS^ U7 
& I t tzttR 3 ti % R b R c N • CSt^^tl^ftf V7 ; ^Tt^R 3 {;iR a -T?&£ 0 
XXtfYWU -etL-rtL^lca^HT-* ^{iR^M^-^^L, R a ~R c -eScSfr&^Tr 

CR a , R b TMt&Sti-cfc J:v» 0 3 

[0111] 

Jv^iU f An^/mfi|i7;^;v^?)SI?$^i*^t 0 *BliOR a , coo 
R a > C ON R b R c . NR b R c . NR b CHO, NR b COR a , SO2 OR a , S 
02_R a , CONR b SO2 R a (O) (OR a ) 2 J: «9 %Z>frhmi2tlZ>& 
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[0 112] 

R a ~R C ttSfcfcfc**, {feRT/u^r/K 7'J-;v (1-7C) t;u*;K ^djij 
-/u (1-7C) 7;i/*;K r U i^rnr V -frfrhMtfti&mZTjiL, Zti 

^nyyfit7;v^;K 2, 2, 2 - h >j 7^ni h * yf^\oy; fiftr/i/a* 

>h*'>75/^OftiR7^3^'>75y, 2, 2, 2-h'j7Wnxf;V7 5/ 
lOAO^yfilTi^^T^, R b R c R b R c N • O, R a CK R a . R a O 
CO, R b R c NCO, R a SO2 NR b % R a S, £ X tftfffBfcSglfeStLfc&G fcjjrT 
o SfeEtt, *v>L6 0 2flfi03B«**^U BftSf, «/5-ibM{ftL^>^x 

njjK^-fc x &v>L3^A,-e^Tfc i < N «ittf 2ffiO^>-tf>*-C**7i-V>, 2 
iCArnT'J-^tt^SAfDT'J-V^, 1, 4 - tf^9 v>- v-^f )V& £Tf2 

, 1, 4 -v^n^^i- [✓^flWj^f t,tL^>o 
[0 113] 

X TfT )l> a dr ^ * 7 ;V * ;Hj£ ttt« 4 <b IfC^iOM** * V* &mk<D Tfr* 

<£ Tf*)\> HitiSL/:, 4>£ < i *> 1 aw*3r#3|t?*& 9*5.10 

a» & j&js s *l & j: if^M^mmM zm-to Afo7'j-jwt m*, mm 
hmuk^* <b ^ $ tiz WMn^Wb % v> « * )v y t-c'it l tzm 8 * <b 1 o ii <omm 

[0 114] 

&o 41:3*5$; I I I ^ c 1 o©^7;v7ni^tt^^tt, Ib^sSI I ifi 

1"&o £*LS>tt % v»-ftLfe#atL#*lirffi14* t **o ^!9^*5V>-C{±>fb^I I I Oft 

tli-WI, tMtitLT^tJM^i, tfc^Tlb^I olb^KISI-S 
*I^Wi±*S&E it*,, Ib^sU I Iwft-MfciiiEftiltJfaWoftfct, ^IxJf 
»ifll«f«)£XAmoJ: 3 «*fc#M£^r^tf s &&o fo«fti 1 IK 

f:MLt * irt z> \± , * <t^t * * 0 

[0 115] 
[0 116] 

0iU»»AtLTii7y*, mm. Mm, - fo, 7km*, 

[0 117] 

R a , R b SfcttR 6 fcLTU, 00 ynk?;^ -f 
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1-7C) TJi^K tf v t: 'J v>;i/ tf y $>;v/n t>;K 

;K 7'j;pxf^ 7'j;V7'ne;vfOAf n7'J-;v (1-7C) 7;i/*;K 

. ^h^v, xKv, T'ntr^^ + v, ^vyo^i/i + y, 

o *B ££i±^D^&C:}3&t<2>COOR a fcLTti, ®Jx.f^ h * v# .xh#~> 
-/a t?JV;fr 3f -> # ^^x^, ^ V/n tf;v^dr->*;V^-^;i,, ? Y * *y -ft )V 

^75;*W-^T2bS, »B^/c(±^D^lC^lt^NR b R c tLtii, #8x.l£* 

^WSo *B^Ci3tt£NR b CHOtLTte, 5 ;VT 3 y . 

J fJV75 y^-eabSo ^B#K£tf&NR b COR a fcLtli, tfiJxJf ^ f-** 

;V7?/f?^^„ afeB^Ki3tt*S02 OR a tUli, flJxJf >BUHfc&***f 
ibtL^o SBfi:fcnt5S0 2 R a t Ltfi, Mx.tf^ ;r.^;v*;v* - 
;K T'n tf;v^.;v^^;v, 7*f t *J)V7,)V* — 

f;vx>^;v;)>-;i/ % 'O-tf V*;!/*^;^ * ;v 7 5 / ^ ^ -If > ;k h 
n^>-tf>;*.;l/*^;K > h+y^y^fy^;v*r;K tf V v?;v*;Vjfc-;i/ % fcfVv;^ 
h ij 7;vtn> -f^*^* =. ;i/#-e&& 0 3feB^fc*Jtt& C ONR b S 
0 2 R a fcLTte. Wiif>fM^x^75y*^#x^, 7x-;vx;v*-;V75 

y*/HJ?^>K 7ix^/^fjV7^^;^-)i / ^^^- A ,^^^t )tL5o 3feB%lC* 
&t£P (O) (OR a ) 2 fcLTti. «*.tf5>.x*->Hfc**>\ -77z-m*A *; 
^>y^*^*y%*»jb»f t,*L4 0 *BiLT»JU>atli> h*-> % iKy, 7'n tf 
^t^'A -f V7U\£n,**i/, 7xx;Mf;Vt^y, 7x?-f;Vt^A 7x-^7" 

n^**'A eyyWf;vt#A fcf'J i?;l/j.^;w^-^f v % tf 'J V)Vfu kf;v*^ V 
> 7'JJV^fJVt^-A 7'J^xf^^-Sfy, 7'J;V7'nH>t^y, ^'J^H^fyx 
V, tf'jy;vt^y7*n(fw + y-c-ib^ 0 IGhUli, 5&v>L6 
fl^rnr U fctt 5 fcv> L 6 M^^x n^^-g-tfTO^m^^lf ft 
.MtL^mt, 4 -^i^'j ^- 4 ->f ;K 4 -^^-;nf^<7 v>- l fcfny 
S^-l-'TAs tf^U v>- 1 J: 0*2 -*#y- 1 , 2-yH Knt°'Ji?y- 

-7^^;i-, f'J^K f'j7;Hn^f^ 2, 2, 2 - > 'J 7;Uinxf ji^t 
3f~> % ^fWJfy7S7, 2, 2, 2 - f 'J 7;Hnxf ;vj ' 7, 7x-;^f;V7 
5 y^-e&&o R 3 lCi3tf£D (CH 2 ) 0-3 -COt LXlt, ;K 
7"netxjK is? u-fassy ij )\, ^ /n*W;v> :t*^-iJ;k y^nyntfjMf 
jjjVtf—)}/^ tf/-?n^f;i/ % b'J7;i'tn7'fef^ 7xx;vy^f^ 3 - 7 ^ — )\,~7u 
tf^-^;v % e>J f bvt Kn-2-7n/f r h 7 t K 

o-3-7n^K y h^v*^**^;!/, ^ h ^-i/fi jutf—fr^ •? -a \Z )\, * * is jj )V i$ =. 

xv;k ^> v;V^-dp->^;i/^*-;v % 9 - V-;i/^-dr ->^;v^*^;v, 2, 2, 2-> 

ij ^nnj. hdrv^;i/^-;v % 7 V ^t^v , *;i'/f x;K ^ Kn^f v^-^-g- V ;H?£&lf 
tri*-e£&o R 3 Histt^D • CO • E • CO&&v>J*D • SO2 • E • co-c'&a 
7">;vli:Ult 4- [1- (4 1 --f ^^-tf>*;P 
^^^^ [4- ( 1 - fc°n V y> - 1 --f ;v) ^<>-lf > 55/^5}? [4- 

( 1 - fcf^'j y ^- l ->f ;v) ^>-lf>5t;;i/jK^;i/, 7x-;V7;^tx;k7 

^«r*tf^.ii:^-e§^o R 3 tC^tt^D (CH 2 )o-3-S0 2 t 
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b n^>-t£ >^;v^ =. ;K * h * V< /I/ >K tf'J 

;K t-^f^^^*-;K ^>y;v;*;i/*^;K f'n^tn^f 

f;i/7 5/^^*-;K t-/f^7^^;v*-K 7x^;v75;^;v*-;v, ^> 
y>7^x;p*-;K k''Jy>7^7^^;K f'j^v^^75y^;v^-;^ 
btfX-&&o R 3 Kfctt-SD ■ CO • E • SO2 t LTti, ^>^;V7^ 
jv#^^tf^>ii:^-e§^ 0 R 3 K£tf&R b R c N • CS-C^^tt^,^-^-^ V 
7tltli> ^f^7?/ft*;v**-;K xf ^75/f :/ntf;v7 5 

/*WJ ;vr 5 y •f-^*;i/**^;v, ^ V y ;V7 5 y f t * ;v ^ - ?r C t ^t" I S 
o R° t Ltjtf J Lv^li, 7 ^-)vmx-$>t), ^<Dm.±KlimAtLX^ur>, 
7Xm»> MT;i/3^rv^ fiil7;i'*;i'i > h'J 7;vtn^f ^^I^^tLS 

y;K £ £ fi tf y >>;i/-efc K) „ £ tt«b ^m±^{i*At?^$ *L&e&gfc- 

ot/;iiZoft^i^So R 2 tUffllv^l^ (Cl~4) 7>u*/K 7'J- 
;v (Ci~3) 7;v*;k & itM!EK^£tL*:*G Lttt^» G (Ci~3 

tf;v N 7:t*?-;v, 7 i^;i/7°n tf;K tfy y';v^ t'ijy*^xf;v, tf 

U v;i"-7°n tf;K 7V;v^f;v, 7V;vxf;K 7 V ;V7°n tf ;k tf y ^vtf^ri/y 
. tf V y^t^yxfjv, t°'j v^l/^-drv^O tf;i/, &&w±4&K^;K .x^;K 7° 
ntf;w ^v^n^, ^>->*;K Sfctttfy >>;vy ^;v^^>^$ ti^>«^» 

*^-$z> £ tf^^ 1 - -f ;v- (ci~3) 7;v3t;k tf-^y 1 — >f 

;v- (Cl~3) 7;v^;k 4 -^;i/*y 4 --f (ci~3) 7;v3t;k 2-tf 
'Jy>*^v (Ci~3) t;v*;k tf n y 1 -y n,- (ci~3) 7;v*;k 2 
-t^v-l, 2-^tKnif>j^y-i-^;v- (Cl~3) 7;v*;K *Y**yJj)V 
7$=.)V (C0~3) 7/l/*JK ^ h ^ ->*;v^n;v (C0~ 3) T)^^)V S 7*n tf ;i/:t3r 
v#;v**-;v (C0~3) 7;v*;k T^v*^ y* (co~3) 7;v*;k ^< 
>y>t^y*^**-;i/ (C0~ 3) 7;V*;K t -7* Y **yii )\<i$-)V (C0~ 3) 7 

^i-^^-^rv*;!/^^^ (C0-3) 7;v^-;K -hn7i-;i/t^y*;i/^ 
(C0~ 3) 7/w*/K 7 , n^7i-^t+y*;v^ (C0-3) 7;v3 L ;v-c& 
&o $ <biC0f tv>i<^(± N xf;v, li jv, 7*^;K 7x^;i/7'nn';K 4 

-•^;v*y >- 4 -4 ju- (ci~3) 7;i^;k 2 -vt Kn tf y 

(ci-3) 7;v*;k 2 - t°y v?;i^^> (ci~3) 7;v*;k 
^r->*;i/7K-;i' (C0-3) 7;i/*;v, 4 ^i/tf^^v- 1 )V^=.)V ( 

Cl-3) 7;v*;v-C&& 0 R 3 t LTS 1 ! Lv>iii, tK3^ T-fe^;v. t'd 

tf^-^;i/ > y^nyn;^*^^^ Avy;K , 7*^y;v, n -/n tf ;v 

tf/-?n^f;v, f'J7;Vtn7'fef^, 7xx;i/7^f^, 3 _ 7 x-jvy n tf 
x^;i/, tf y 'J))/ij ^^vM^, fl>7tKn-2-7n/fjV, ^]> 9t ^n- 

3-7n>f;K ^ h ^ ^ ^ v7?;V5K-;K 7°n tf ;v^dr )V^=-)V^ 

, ^y^JVt^yTJ^^x;!/, 9 -y^^" V-;V^-^r V5&;VjKx.;v n 2, 2, 2- h'Jy 
nDx. b 3r->7j;W#^;V % 7'J;Vt^fyA;V*-JK HKn^yt^tij;^ 4 - [ 1 - 
(4 --^^^y y- 4 —4 ;w) ^c^-if >tj;vjK-;v, [4- (l-tfuyy 

%)V7F=.)V] s<yj£yt})is#=.ji>^ [4- ( 1 - tf^y *jz/— 1 -^f ;v) 

VJ^7,)u^=.)V y tf y v;Vp« y^;Uj^;v^^;v N x.-^;l/^;i/^x:;v, 
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^>^;1/7 5/7;^xjk If' j ^;V7 S J fcfyi;;v^;VT 
5 y JV7^f ^*;V/fr.;K ji/75;f^^;v*'-^ yntf;i^ 

7?/ft*;V^-;K 7f;V7 5yft*;^'x^ ^ y y°u tf ;VT ^ J 
;K ;^'j^7<yft*;^x;K ^>-7;V7^f 

f-JK t -:/f->K ^v*;k 7i^f;K f-7v*y;K e'jy';wf;K s-fhV/ 
[0 1181 

w»-e*^o (ci -8) ^jt#l^«t^iKHT;v^;v^ Lx^zmmzmi*?-^^ 

% ^^fr&XVtttT-^X-b&o l/;f^7;^;vi: Lt#[:f i^Ili, v^n^n 
fc?;K v^n7*f-;K -> ^ n ^ > ;K n^\3r->;VT*&<2> 0 (CI -7) 7 

Afnr'J-* (Cl-7) 7;^;n:^(t^7J^ uybzmLxmmte&lt* 

£tf^7? *?-U>X$>Z> 0 7'J-^tLT#i:fffl^lli7xx;v^-S 0 AfD7'J 

-frt Lrmz^m^mt^') v;k tfysy^/K v y/i/*s i^jL^^-c^^o ffi 

t^7'J-;v (Cl-7) 7;V*;V t LTii "7 xx;v>fjK 7xx;i/if-;v, 
yne;K 7xx;V^V7-ntf^ -7 j, -^y^-;^ 7 x x;V^ y/f JV, 7xXjV7 5 
;K 7x-;v^;75^ 7x-)Kafy^ 7i^;v-^7 p ^-;v^^ablf £ *u ^707 
V-^ (Cl-7) T^^^^^tt^ltft Lv^oi: Ltli, Af D7'J-;V^f'J y;i/ 

•btt^o ©^T;v^;vt L-C#tc^ffl^^}i^ 7nt')K -fv^nt?^ 

[0 119] 

^ (I I I) <Dit&m(DmW<D>r)V-7°[±^ R° % R2 % R 3 % x> £<fc£/Z^_h 
mhtzi><D<D^irtl^X\ R 1 A«7xx;ve*S 0 J: •?#5feL7^'fb^ (I) Ofl^Jjfco 

[0120] 

^££0 ; ttziiR 1 f±0R a , C00R a , C0NR b R c , NR b R c , NR b C 
HO, NR b C0R a , S 0 2 0R a . S0 3 R\ C0NR b S0 2 R a i3j;y ? P (O 
) (OR a ) 2 *)%&&Bfrh&ttZixZl^tiztt*ti&±(Dmk&*tt&m&iP 

R 2 aey^t*?/ (ci -4) T;w^;v^^fo R 3 ti7jt* ; SfwteR 3 t± ( 

i) D • (H 2 ) 0-3 - CO, (i i) D-CO-E-CO, (i i i) D • 

SO2 • E • COX&ZTl'fr^ &&VM±D • (CH 2 ) 0 - 3 • SO2 Ssit^D • C 
O • E • SO2 T***^*-/!/^ (i^T'*D(i7X*, C 1~6 0IJJ|, 
VMif^7;^^ h'j7^o^f^ 2, 2, 2-f'j7^nih*5/ % 2, 
2, 2 - h y 7;VtDxf;v 7 ?7 x COOR\ CONR b R c , NR b R c £fct±s£ 

WIE#2 004-3066759 



#11 2003-298639 



^-vl 34/ 



*$*.fc*G*3Fjr*- ; * £iiR 3 i±, R b R c N • C S -ejFSft**-* * VT ; *fc3feE 

fi^fim^n'^M^ttzitmm^^^i^iro zj±-ch 2 -*su 2o<D7X* 

^liMi:R a . R b T*gg|$tLT& iv» 0 £ *) ft&Liz4k&3: (I) ?>tt^o#giJ 
fc^/u-^MU R° «»7x-^i (7 * = lot fc»± 2 o^nyv, tK 

Bfe&^fctt^^&t^i-* > R 2 7&*^;k 7?-/K 7x-^^n tf;K 

4 y >- 4 -4 ;v-yn tf;v, i - (jc h v*;v**-;v) 7ntT;K 4-^^ 
;vkf^-y py- l -4 ;v-7n £°;k + 2 -yt Knf'j l 

-7nfcf;K 2-k''Jy>t^y/nf;K R 3 # ? 7ft^ *JU3As Xis J: XfY\*mw$k 

\ 3-7;vtn7i-iK 4-7;vtn7x-;K 3, 4-v7;i'tD7x-;K 3, 5 
-y7JVt0 7i-)K 3--7;v^-n-4-k Kn^y7xi^-e^^,> 
[0121] 

b) it^s (iii) ^f^MttMli-e^stl, -toasssfcfi&fctt^Sftaffi 

[0 12 2] 

^ (in) -e$$*i4ft^n, ^ (i i i -i) TjaWfrfrttii'f * 

[0 12 3] 

Kb 6] 




(III- 1) 



[0 12 4] 

*5£m<D*-?-j?m^Mt lt, tes (i v) t?^$*lssir&m#9 8/1879 

[0 12 5] 
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[ft 7] 



RHPS 




H 




0 



(IV) 



C:& (IV) »K Rlt^m^, T)\s*)V^ -CHO. -CONH2 n -COR 1 , -c 
OOR 1 > -CONHOR 1 , -CONHR 1 , -CONR 1 R 1 ' , -CONHSO2 
R 1 ^ -COSR 1 > -COCOR 2 , -COCOOR 2 , -CONHCOOR 2 . -C 
OCONR 3 R 4 ^ -CSXR 1 , -SO2WR 1 , -SO2NR 1 R 1 ' ^ ttzit-S 
O2 E (±|5:&cK R 1 n R 1 ' i±, m-ttzl±m%:^~C^X i> X <, -f - ft ^iv®B$L L X 

;v£^U R 2 ^ R 3 , R 4 (i, |Wj— Ztziimft^X^X i> X < „ fi^fft^^L L T „ Tfc 
3jfJK^\ 7;v*^l tzi*7V -^T^^t^U it-NR 3 R 4 fi— i£f o T^x 
nt^f^;v^LTU<, Xt±#ft^. -NH-, -0-, ttzlt-S -&?fU Wf± 
#«r£\ -NH-, -NHCO-, -NHCOO-, Sf;tt-NHCONH-^^U E 
tt*gfe3&4feJ±T5 y Sr^to ) £?FU R 5 , R 6 , R 7 W\ |WJ-£ £(±H& o Tv>T 
-g-tL-WaSlLT, ^ffi^tfcttT^ + ^fcjjrrtfN t^fiR 5 ^ R 6 > R 7 
cDHloli7'J-;K 7 , J-*7H^ TV -A-7H-^, ^fn7'J-iK ^7- 
D7'J-*7^;K ttzit^TtiT V-*7H5^t % *) Ji^SIIB^*^ U M»4 
^JS^f-ifctiStRlR^Sr^L, ffiU Mtf*S3*JK : f--Ca& R 6 W«-£-f> Ytt 

y?D7^;K nrV-JV^U Zf±:£ ( i ) 5£ ( i i ) Sfcli 

* (i i i) 



[0 12 6] 
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Mb 8] 




n$»>, h y 7^*n^^.^ ->7A - hn, — N R 1 0 R 1 0 ' . -NHSOa R 1 
0 , -OR 1 0 , -COOR 1 0 . -CONHSO2 R 1 0 Jtii-CONR 1 0 R 1 0 

' (r 1 °, r 1 0 ' m—ztzi*m%^x\<*xt>£< > -e-tL-etL^tr, TkstiE^- 

R i 0 R i 0 . |i-g|;^ c tAfntO;^^LtUv^ ) Ati-O-^ 
-S-. t^rte-NR 1 2 - (R 1 2 ^i7X*M : ?■^ t;v*;k -^n7)^;K SfcttV 
^nTJV + ^T^+J^/Tto ) a> b, c> d (±^rT^*^-e^)^ $ tz 

/K 7'J-;k 7'J-jv7;v^;v, tv-^t^^-jv. ur y -;k ^fn7'J- 
^TJW^K Aru7'J-^7;vy-^ AfntOK XtiArnt^^;V7;v^JV 

[0 12 7] 

S (IV) -C&ibJbStLMt-^M^T, R 1 > R 1 '.R 2 ~R 10 K&V&Tfr 

>K n--/ntf;K /fv^o^, n-^f^, "fV^f^K s e c - ^f tert 
-7?-/K n-^f-JK -fv^>f-;K n-^^->;v^^tf fjtt^o R 1 , R 1 ' > 
R 9 , R 10 , Y^^lt^>'>^nT;V^;Vfc{±. »t L< (i^*m3 ~7t?> ^Jx.^v'^ 

kft&o R 1 ^ R 1 ' . R 9 > R 1 0 iz&lf&ty? n7JH;V7;v^;Vh t±^ -e^v^n 
7;v^;i-fl5{i:±f5i: W-e* <9 . f«7;K^lifft L < liiJtifgfe 1 ~ 3 
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[0 12 8] 

R 1 > R 1 , R 5 - R 1 0 , YK^tf-STV-^tte, ftt L<li7i-;K ^-7^ 
[0 12 9] 

R^R^.R^R 10 K&if&TV-frTfrirfrtlt, *<DT V -;VgPli±|5 1 

2- (l-±7^;v) 2- (2-^--7f-;v) 3- (1-^-7 

•7°ntf;i/ > 3- (2--7"7^;v) -/n Mju^mf *l* 0 
[0 13 0] 

R 5 ~R 7 tiJstf&T V-^T^-Tui};^ (7)7 V -;VS|$li_hiet |WJ#T^ «9 , 
CO T f - frU ti$f t L < l±R!?ifc 2-6 T-itil^-e & ^M^c-C J: < , 00 x_ if 3 - 7 
2 -7n^r.;K 4 -7x^)V- 3 -7*-r — ;K 5-7x-)l/-4-^>f-Jl' 
, 6-7x-JV-5-Adf-fez;K 3- ( 1 -i-y^-)V) -2-7 p o^^;v > 4 - ( 2 - 
t7f;v) - 3 ibtt^o 

[0131] 

R 8 -R 1 0 K£&t£TV -;V7;H-JVta, f(D7'J -;v$|5{±_hiBt|wi#T^ 19, 
^•ot -JHHSJiSfS L < itfemm. 3-6 % fi-mmx* i < . #0 3 - 

[0 13 2] 

R 1 » R 1 ' . R 5 - R 1 0 , Ytc^tt^^xnrV -;vti±, tftt L < (±R^# <fcrf 

mmZtiZ 8-1 Oli^^il^^^-r^^^ Mi^L/cZt^fnTU -/K 
Xf|^# N L < te^u^-isy^ h v L < h 9.* V;/S£^*U::I!&£- 

, if-^-;K **-9-vy/K ^fv^yj;K -r^^y*';;v. f7V;;v, >fv 

f77'J;K e9VU;V> f'J7yj;K f h^yjJK 1, 3, 5-t^fy7yj^ 
,1,2, 4-t^t^7VVK 1, 2, 4-f7y'7/'J;K fcfVv^K fc?7-;K 
t'r/'-JK fcf'j < 3>=./K tf V jTV-fr^ 1 , 2 , 4 — MJ 7 5>-/K 1 , 2 , 3 - h 
'J7y-;V> 1, 3, 5-F'J7y-;K 'Omyj^ ^> > /f7 , /'J^ 
<f$^VV;K f-Ti-y-r—)^^ -i vf 7t7f- >k ^>y77-;K y^y/75 
^ n ^ - -f v -f > K U >K OK'J ;K ^ > ^VU ;K ^v^;'J;K * J V 
;K 7*vv-;K -;K 3r^V*'j-;K y>yj-^, ^oy^y- ;vl| 

[0 13 3] 

R 1 , R 1 ' , R 5 -R 1 0 liZ&if&^TUT V -^T )V*)Vbte, t^fn7'J- 

^•e^J; <. $)x.J£ 2-tf n»;;vptf-;w N 2 - tf y v;v^ 3 - tfy 4 
-fcfy v>;V;*^;K 2 -f-a^;i^^;K 2- (2-t°yv;i/) 2- (3-tfU 

v?;V) xf;^ 2- (4-fcfyi?;V) .x^;K 3- (2-£°ny;v) 7n fc?;V^^f ^ 

[0 13 4] 

R 5 ~R 7 K&W&^TUTV -jV7;Vr-;Vt tt, ^co^^nTU -;Vg&{4_hfEt |W] 

#-e*<9, -e^r;v^^;vf|5(i$ft t< ii^^: 2 - 6 -eui^-tr 'fe frw&ftre ^> ^ <> 

^!]£if3- (2-Vf';y;V) -2-^"n^^;v > 4- (3-tfVi7;V) - 3 -7'x-;v, 
5- (2-eny;v) - 4 6- (2-^^-;V) - 5 -^^r-b-;V^^ 

[0 13 5] 
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|Wj#-eab *) > ^07;^-^Sliii»i t < te£tSi«fc3 ~ 6 -CitaMfc-e 4 a-tt«t*T?fc «fc < 
, 08*.WT3- (2-t°yy;i/) -2-^d^;k 4- ( 2 - tf 'J V)V) - 3 

[0 13 6] 

R 1 , R 1 ' t^^^^f nt^f^jvtli, H3S*5 XXf l ~4'fi<D^xnM?- 
'Jy-K tf^'jvV, tf^?7v-;v, -t;v*y-;K J EA'* i ;.A f-**^* U 

10 13 7] 

— N R 3 R 4 , — N R 9 R 1 0 t&Ztl&^r-nVf ? bit, ±0^$ < & 

HHfet?, #0x.t£ 7-b*f-y-;i/. tfn'ji?^;i/ N e^'JyV, tf^v'-JK 
[0 13 8] 

R 1 > R 1 ' , R 9 , R 1 0 Kfctta^T-n^-f ? )VT fr* frb\±^ *<F>^7-Wr4 9 

;ugpii±iB (r 1 N r 1 ' ) bmmobvmtfmifbti, ^<DT)v^)vuwtL<it^ 

y;v^f <b it & 0 

[0 13 9] 

r 8 K&&t&^n^> t 7 7t, mm, svm&mfbivZo r 8 K&tf^ 

& o 

[0 14 0] 

R 8 ic;fc&t£7$ y T^^vfcJi. *:<DT t L < teRfim 1 - 6 TltilUK 
[0141] 

R 8 ^^tt^T^^r^T^y T;V^;V<?:ii, <D T * £ L < JiRfifgb&^tL 

-etui ~6T'H:ii^c-e*,^^T^ J: <. fliixjfy ^;vrs ; y^JK ^fji/75/x 
y ^ * e> 2t £ o 

[0142] 

tt-rtt i~6 -eiSM^-e & x < > tfillff s» -f-^r 5 y y y y f;v7 
5/ji^;v > y'xf ^T^yT^nt^V, y*xf jV7? y 7*f ^ y7f;V7 5;^^f^ 
% v?^f;V75yA^yj^ftfib|i-S 0 R 8 HiStt^TJVn^^T^^^tJi. ^© 
T;v=?Jri/^ti$f^ L< (iR»^:l ~6. -e^T^^WS L < «5it3&l ~ 6 -c. 

[0 14 3] 

R 8 Kj3fct& Kn^y7;^;i/i:!i > -?-coT;v^;vf|5tt$f £ L < (i^gic 1 ~ 6 "Cifi 
[0 14 4] 
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x*i> X <, «x.tf2 -^d^-;k 3-^x^JV> 4-^>-t-;k 5-^-fe-;v^rt s 
[0 14 51 

-r i «±<£>s#^k <£ ^x^timm^^nx^x i> x v> 0 

[0 14 6] 

ZtibWm&^wmmt LTli, ^Jx.tf, ^o^>, 7Xm^ »>n, ~>7y\ FV7 

, 7i-^, 7'J-*7W, -COOR a , -CH 2 C00R a . -OCH2 COO 
R a , — C 0 N R b R c , -CH2 C ON R b R c . -OCH2 CONR b R c , -CO 
O (C H 2 ) 2 N R e R f . - SO2TI, — C O N R d SO2 T 1, — N R e R f , 
— N R B CHO, — N R 8 COT 2, — N R g COOT 2, — NR h CQNR ' R j , - 
NR k SO2 T3. -SO2 N R 1 R m , -SO2 NR° C O T 4 *$&mf htiZo 
[0 14 7] 

ri-e, ±iES*aktf>fi8!3fe£*5v»T\ ^uyy^ 7;i^;k t »; -;v7;v*;wii!ir& 

|Wtf*0 4 tf)#Wf £ *L£ o 7JV3Jfy(i, 0f L < 1 ~ 6 *> 

tfet?ii:<, $lx.li*^ h^fy, xF^fy, yo^y, 7*b^y, ^ >- ^ ;V * * ~> , ^^r 
^^v^W^tL&o T;v^r;v^^{i. $f t L < te^ltik 1 ~ 6 xm&titx i> 
iltft-e <f> X < . tfflxfiVf-^^ ^ot>ft, -t^;^*, 

[0 14 8] 

7v^t^y!i, 02 L < t4Rfggfcl - 6 T-jtgm-C- *> i < , tfiJxJf*;!' 
[0 14 9] 

tfc, R a ~R n (4. Tfcfif, T;v^;v (tifiiE i: ITO) ^ 7 V -^7 mifctmU 
) ^/K-fo — N R b R c , — N R e R f ^ — N R ' R j , — N R 1 R m it, 

f t^lft-ilc^otAfnf (ftr&O-NR 3 R 4 iSi^-NR 9 R 1 0 T 

-C*>J:<, §ibi:-NR e R f li=0 4tt«Afn7'J - ;v (0Hx.tf2 - tfn'J vV > 
-l->OK *^'>>"f^F. *^r^V*V v>- 2 3 -'OK 2-^^V*3^y 
'jy>-3--OK 7^H5K, yX-AiftHKn7^H;Kf) ^fiHl? 

ti~t4i±, m&^r 1 tmm(o&*7FL> ztii±±.&<Dwmmz x oe&stt 

[0 15 0] 

Q{± = OJM = S £tf1- 0 
[0 15 1] 

<b^IVtC^V>T, - (C H 2 ) n-Ym^^LX^^^RmK X *9 , I 

yf^Rm^^Lx^^^-izit^ *<Di\:%m\±v7*7-i<*~?-m > 'kmt lt. ^to* 
x *) & z t tfx § & o 

[0 15 2] 

It&mi VlX&Tfr (p 0 1 ymo r p h i s m) £tf1-£ t ifi"? b , t/c, — «t »9 # < 
60S^tt#t LtW^-t#fl, ££>K N (^!lx.{^ v-h>?#«fP%, 
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[0 15 3] 
[0 15 4] 

f'J7;vtni^ -/a 1 )^ ^oyE 7v;^ :50V*;HL Tvtf 

[0 15 5] 

v^Tfc iV»7'J -;Vt?*>S>fb^% ; SI Vfcfcv^T Z**-CF2 R 8 - J/:ii-CF 2 c 
O N R 9 R 1 0 T**'ffrfrto ; 5$ I VK:J3V>-CR 5 „ R 6 , R 7 ^Hl^«^t 

[0156] 

Siv-eusnaft^H, ^S (iv- i) •c^sfL-Mfrgrt&tt, 

5 1 6 4 0fA'>7l/-;b, J. Med. Chem. , 2001, 4 4i, 1 2 8 61) 

[0 15 7] 
[ft 9] 




[0 15 8] 

tc * v> -r ^tm & iir nitt * s o 

[0 15 9] 

$Jx.f£> WO 0 2/2 2 5 9 5 KfB«c<£>S (V) "C* *> § *L*ft^4fc**»f * - ri* 
[0 16 0] 
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[ft 1 0 ] 



B 3 




^ tt7 3 V * f ;l/f 1 7 -b f-;H, -hni, — C 0 N H R 4 (sS;*, 
R 4 a**®^ f&j^T;w3^v'*;i/**-;v^^;v*. *^->^f^ixii-CH ( 

C H 2 OH) COOR 5 (sfcfK R 5 tiTKfSfJS^Xtti&jRT^^r^Srm-r) . 
[0161] 

[ft 1 1 1 

CO a R 5 

•C^S*LS3fe (5£<K R 5 (itirSB^IWI^-eabS) , C O 2 R 5 (:**K R 5 tttfriBfcHII 

[0 16 2] 
[ft 1 2 ] 




ft*. HKn^yi|i7W;viX(±y7yi (fcrtfU R 1 iR 2 ttlWfcjicasiK^'e 
[0 16 3] 

1 /3 2 2 2 1 4f/r/7W7 K mm&mf&O 2/1 8 3 7 8^071/7 K 
HigO 1/ 1 2 2 2 6 K @^<2r^^0 1 /3 2 6 2 lf/07k7 K 

fflRfc&IJH»0 2/ 1 2 2 5 9 5f^7V«; K #M¥ 1 1 -4 8 7 3 

1 1 - 1 4 7 9 1 0- 2 5 1 2 3 9 -5§-<2r$fc, #H¥ 8-208654 

«L #RJ 2001-9795 l^tem, #M 2000-9577 Q-%$MS\zym%fLX 

[0164] 

WfcWU I C 5 o^lOOO nM^Wi L<, i * L< ii 0. 0 1 nMttil 0 
0 0 nM*I, $S>KJ:l?$f4L<liO. 0 5 nM^±5 0 0 nM*|t*^ 0 i©i7 
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[0 16 5] 
[0 16 6] 

ii«J:Ltl±, »k jRBffl, tfc#K »k »tt#J. ->nym 31 lift 

[0 16 7] 

[0 16 8] 

[0 16 9] 

mM<njm.-%mt lxh, mrm, m&m, ikxf/x\mm.nm<Dtm^m\z 
w&2tizmfa*m^rMi$<D?3mz£t)mMir2>zttfx*zz> 0 %m, mum, xi*n 

t>VX{±«%^^fflv^-c®#<7>^lzj; i9^S-r^^t^-e^-g, 0 # y•te;^£lJtf>$;I!^;fJ 
&^^, mm.M, mm, bz^imftm*, ^^^-ymo^-f^^iz^mir^^tizx^x 

mmm] 

[0 17 0] 

nmfc£<>x^fr?j:&Mmz&^xi>®m-zti%:^<> 

[0171] 

i ] 

mmm^<o^cm^m 221^^1-7^^ (C57B1 ack) (wi id) , 

TGM (fc Y^-lzmtt^WWK) > W 1 O^J: <9 1 2MmMWiLX*r~?-4£ 
BE##J (Chymase I n h i b i t o r : Ch I, it&m^ 2 6 (D^BM) £ 0 
. 1%?IHCJ:oT^L/cTGM (TGM/ChI) 03f ^-iiffittii:!^, 1 
. 5g/kg^3-^|pM, 6 O^OjflL^^vn-XjftEt ^ <J 

[0 17 2] 

mnffi&e, o%-x-<Dsfa.*y)]sx-xm.m*. Wiid:ii9±2 Omg/d l, tg 

M: 181±22mg/dl, TGM/C hi : 134±18mg/dl t (mean± 
S. D, *p<0. Olv. sWild, p = 0. Olv. s TGM) t & ^ . MMffilk 

oTGM-etI4i^^;^-^}|g(7)±#^ife^^ ch i<D%m-\z£.)Q 

K«HWL/i (tfel 2) o 

— 3u |WJB#£ftf>lfiLfM 'J >Wk8tl*. Wi 1 d : 3 8 6 ±97ng/l, TGM: 
8 0 9±2 8 8 ng/l, TGM/C h I : 4 2 5± 1 5 8 n g/1 (me a n± S. D 

) t%iQ, ^^^-^mmmmTGux^^-mmt^^tz^ ch kd&^zx 9^ 

fcflHWfcjFLfc ($13) o 
[0 17 3] 
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mi 2] 



250 r 




[0 17 4] 
[*1 3] 




[0 17 5] 

& Mmmm»sm ^t^v- ^mmmmv: -c 

[0 17 6] 

[»#fl 2 ] 

it&ty {tt&mtt 3 3) 5 m g 

$im 2 3 0 m g 

t*?1>^1>>T>-f> 8 0mg 

# y if—* tTn y K> l l m g 
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^f7'J>i'7^|.v")A 5m g 

10 17 7] 
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jkrf/y.m&mmxibz>o 
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MB] 

[»Aft3SA] 
[HUM**] 
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ffi M A 



[000003001] 
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